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Title: 

N-SUBSTITUTED THIAZOLIDINE DERIVATIVE AND MEDICAMENT 

CONTAINING THE SAME 

Abstract: 

PROBLEM TO BE SOLVED: To obtain a new compound having selectively inhibitory 
activity against chymase, and useful as a preventive/therapeutic agent for cardiac and 
circulatory diseases caused by the abnormal sthenia of angiotensin II production based 

on chymase activity. SOLUTION: This compound is represented by formula I [Y is a 
(substituted) aromatic hydrocarbon or the like; X is sulfonyl, carbonyl or the like; W is O 
or S; Z is a (substituted)aromatic hydrocarbon or the like], pref. 3-(2- naphthylcarbonyl)-5- 
2-[5-[[(1-phenyl-1,2,3,4-tetrazolyi)-5- thio]methyl]]furylmethylidene)-1,3-thlazolidlne-2,4- 
dione or the like. The compound of formula I is obtained by reaction of a compound of 

formula II with a compound of the formula Y-X-A (A is a halogen)(e.g. 2-naphthoyl 
chloride) in a solevnt such as tetrahydrofuran in the presence of a base such as sodium 
hydride pref. at 0 deg.C to the reflux temperature of the solvent followed by, as 
necessary, deprotection or salt formation. 
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10 0 4 3] d^\.zz^wn^z-y\<^x . ^mmmmm^ 

[0044] 1 ] 5- (4-7;t^:tP7x-;^- 

^f-b-y)-!. 3-f-ry'jyy-2. A-'J^y 

L. 4-7;P:tn'<.yXr;UTbKl 2. OmLS-jD 

8. n%mtz. 

iH-NMR (CDCI3) -.d 1.^1. If) (4H, m) , 7.63 (IH, 



s) . 

IRi'.a, (KBr) : 2950. 1703, 1637, 1628, 1600 c 

[ 0 04 5 ] tUT. ##0>J1 t|S||RCU-C##0«2-4 

[0046] T^*. Meti, >(^)Vm. Acii.7 

BOCtJ, tert-yh^>':^JU4(-)l'm. Ts 
{4, p-h;l/xyx;P45:::.;l^fiS:^1-. 
[00471 
[^2] 
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[0049] [SgilgUl] 5- [2- (5-tert- 

y] -3- (2— f7f-;i/;<y;i//-K-;i-) - i. 3-f-T 

##0ll3 4c7HI:^ftl 1. Og^rTHF ( 1 5mL) iZ 

mmi, o'azxyiimti-h<j^j^m^, eo%) 

1 . 6 3 gSrin;c./c. PlffltT 3 O^^mm. O'Clz 
r2-^7h>f;Ui?0'JH7. 4 0gS:aD;t. SiatCT 

2. si^^mftt:. mmm^t:mm, o-ct^T^s- 
mimtm^x-mmk. iit^msi-hV'^Mzxnm 

m:^^J\^:^^-fy=l : 8-1 : 3) tZXW^L. ^ 

nmykb-ixmmit^i . o 7 g mtc. 

MA:U5-U&C 

iH-NMR (CDCI3) -.d 0.15 (6H. s) . 0.95 (9H, s) . 



4.75 (2H, s) . 6.48 (IH, d. J=3.3Hz) . 6.83 (IH, 
d. J=3.3Hz) , 7.58 (IH, t. J=7.0Hz) . 7.67 (IH, t, 

J=7.0H2) . 7.68 (IH. s) . 7.90 (IH, d. J=8.1Hz) . 

7.95 (2H. s) . 7.97 (IH, d. J=8.1Hz) , 8.42 (IH, 
s) . 

IRi/.„ (KBr) : 1760, 1713, 1686, 1620, 1297, 127 
4, 1123 cr'. 

[00 50] immm2'\ 5- \2- (5-bHn^i^ 

ii^)V) 7'J;M^'.JTy] -3- (2— 

■if^-lV) -1.3 -f-TVU yy- 2 . 4 - y:ty 

mm 1 x"i%t>titz\t-^(> . 4 7 g mm : : TH 

F (3 : 1 : 1. SOOmL) tC^»L. m.mzXAB 

wmLfz, wmm^^wk. o'c^zx:^^ntxK 
m^b Lxmmit-^^3 . 2 0 s^wz. 

: 167-169'C 

iH-NMR (CDCla+CDaOD) :$ 4.69 (2H, s) , 6.54 (IH, 
d, J=3.5Hz) , 6.88 (IH, d, J=3.5Hz) , 7.52-7.70 
(2H, m) , 7.69 (IH, s) , 7.78-8.08 ( 4H, m) ,8.43 
(IH, s) . 

IRi/„„ (KBr) : 3529, 1745. 1702. 1677. 1613, 130 
8. 1280, 1190 cm-i. 

[005 1] immm3-\ s- {2-^y^ivi})V7f^:=- 

)V) -5- [2- [5- [ (t^i;55^Vl/-2-^^) 
;P] ] 7U;M^llyyl -1. B-^TV'Jv'y- 

2, 4->-'^> 

##««j3 7c7>fb^l SOmgSrTHF ( 1 5mL) tC 

m^L. Q)'c\,zx7mit-fv^)^j^ m^. eo%) 2 

3. Omsi:Mx.fz, HiSiCT 1 O^HitW^. 0°ac 
X2—ry V'i)V9uU HI 2 0mg$:aD;i, ^iSAzX 

2\vmmLtz, mm^mwk. or:\,zxmm 
^ry^-^j^mm^nwtxRm^WstLtdk. 
mi9uu-^s)VMzxm,L. ^mmi:m\^m.7^x'm 

= 3:2) ct^s?L. mm^tLxmmit-^1 

6 7mg$r#!t. 
Sl^ : 119-123^ 

•H-NMR (CDCla) .8 4.56 (2H. s) . 6.50 (IH, d. J= 
3.5Hz) , 6.78 (IH, d.J=3.5Hz) , 7.06 (IH, t, J=4.8 
Hz) , 7.40-8.10 (7H. i) , 8.38 (IH, s) , 8.59 (2H, 
d, J=4.8Hz) . 

IR;/.„ (KBr) : 1755, 1739, 1708, 1683, 1614, 156 

1, 1547, 1381, 1307, 1289, 1204, 1181, 1160 cr'. 

[0 05 2] [mmm4^ 3- (2-')-y^/uAju^^- 
;i^) -5- C2- [5- C (t^U5y;t^2-^7i-) 
fU} 1 7'.J;M^'JTy] -1, 3-^7yUy>- 

2. 4-y7i-yiBKiS 

m.mX'nt>tlt:it^l OOmei:^^ ( 1 
5inL) Mffl{CT«»x-x;W3. OmLS: 
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Hat. m.mzx2 2m!nmtf.z. mmm^^:mm. 

OmgSrtl;^:. 
MM.: 109-112°C 

»H-NMR (CDCI3) -.d 4.59 (2H, s) . 6.54 (IH, d, J= 
3.5Hz ) , 6.82 (IH. d,J=3.5Hz) . 7.10 (IH, t, J=4.8 
Hz) , 7.52-8.05 (7H. n) , 8.40 (IH, s) , 8.61 (2H, 

d, J=4.8Hz) . 

lRt/.„ (KBr) : 1756, 1711. 1685. 1617. 1601, 156 
7. 1473. 1381. 1363. 1320. 1290. 1275. 1186 cr'. 

[00 53] rilMglJ5] 3- '.2-&V^)Vf])Vif^~ 

-5 - [2 - [5 - r [ ( l-7x-yl— 1 . 2. 
3. 4-Th7y'J;l^) -5-^^] ] 7D;l^ 

■Xf-Dryl-l. 3-f-7y'>l>-'y-2. 4-y:ty 
##W3 6<7)-fk-&!(l5l SOmgS-THF ( 1 5inL) 
^g?L, 0°C^^T*^^b■:^^U'>ix 6 0%) 2 

5. OmgSrJni.^. l^iStTl OtS-fSJIif^, O^CK 

T2— ^7^'f;^^'^'J^'l 20mg&jni., msAzx 



= 3:2) {CTmi?L, ^ISfe:^*i:Lt:SS^k^2 

0 lmg$-#!t. 
St^S: 148-15rC 

iH-NMR (CDCI3) -.d 4.75 (2H. s) . 6.60-6.85 ( 2H. 
n) . 7.10-7.70 (4H. m) . 7.57 (5H. s) . 7.70-8.10 

(3H, m) . 8.41 (IH. s) . 

IRv.a, (KBr) : 1755. 1712. 1684, 1606, 1560, 149 
8. 1389. 1378, 1268. 1246. 1220. ll%cr>. 

[ 0 0 5 4 ] OT, %mi 1 1 LTIIifi0IJ6~9 
0(7)'ft^!|%l^^lS Uc. 

[0055] 

[m] 
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76 Qf OC(=0) 

77 mr CO 
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[00 58] immms 1 ] 5 - [ 2 - ( 5 -yn^^ 

7'J;Mf-UTy1 -3- (2— f7^;l';»;l/;K 

-1. 3--?-ry'J£/>-2. 
l|]5£^J 7 3 t1#ii.ix/v:ft-&*!!) 5 0 0 m g 5: Hffi^L^lg 
(2 5mL) {C)§»L, 0-CtCTN-yotX^'>''f S 
H 3 2 0 m g SrJPi, JffiKaiSSTfcT 2.2' -rVt' 
X^yr^o:zhU;H Omg5:SD;c., |5lia(CT24B§ 
^JoffeiidSL^^v:. »4?g3fe2r«[l2f^, O'CizXAiiMx. 



7 -f- (ifi?x^;i. : '\df-t>-y= 1:1) (c-C»i!!L. 

mmmt Lxmmit^4 4 3 m g 

HUi^i : 143-147'C 

iH-NMR (CDCI3) :S 4.55 (2H, s) , 6.55 (IH, d, J= 
3.5Hz) . 6.80 (IH. d,J=3.5Hz) . 7.40-8.05 (7H, 
m) . 8.41 (IH. s) . 

IRr/„„ (KBr) : 1759. 1718. 1687. 1613. 1567. 150 
8, 1305. 1242. 1188 cm-'. 
[00593 [|IMgi92] [ [5- [5- [3- (2 

-i'y^)l'^)l-^^~ll-) -2, 4-y:t^ry-l, 3- 
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llii^9 lT1#'?>^X7t^fe;-^2 2 8ing$:DMF (5m 
L) tj§«?L. ortcti^'^f yrnt;i/xf-;i/r5> 

0. 17mL. 5-?(fV^rh-l-7-hyY-Jl'm^ 
-^ h 'J "^A 1 1 3 m g $rJa;t . ISIiStT 3 0:«-HJgff L 

NigS?^jDX.pH~3Ci«SL, 7j<l^i^i?xf-;Kc-C 

br77-f- (^5'y-;P: ^no*;PA=l : 5 ) 
T«i5 1 . ^m^t LXmit-^ 1 3 9 m g $r# 
t:. 

iH-NMR (DMSO-dg) :S 4.69 (2H, s) . 4.91 (2H, 
s) , 6.64 (IH, d. J=3.5Hz) , 7.13 (IH. d. J=3.5H 
z) . 7.67-7.81 (3H. m) , 7.95-8.29 (4H, m) . 8.87 
(IH, s) . 

IRt/„„ (KBr) : 3409. 1753, 1708, 1684, 1612, 156 

1, 1508, 1388, 1277, 1188, 1125, 1024 cm- ». 

10060] mmm93^ r rs- cs- is- (2 

— ^7f•;l-;»;^-;K-;l^) -2, 4-i^'^JrV-l. 3- 
^rV'jyy-5-^/i^.x^Uxy] -2-7U;i^] .x 

^JU^:^^-!. 2. 3. 4-yh9Vl>;l/] 

||JtCT9 2f1#^>iX/db-^2 1 5ing5:THF ( 1 0 
m L ) mm I > Mffl-C'*^-(b-:>- h U A ( 6 0 

%) 16. omg^Mi.m&zxiommuz, 

mm^m. 'mtifzmMmt::^-^fV'. thf/x 
-T/i- ( 1/1 ) , ^^dOTf^fi^Ax-mt, ^m^b 

lX9&it-^lA9mgi:%ti, 
M^: 164-167X: 



iH-NMR (DMSO-dg ) : d 4.64 (4H. brs) . 6.61 (IH, b 
rs) . 7.12 (IH, brs) ,7.64-8.29 (7H. m) , 8.88 (1 

H, s) . 

IRj.„„ (KBr) : 3421, 1753. 1721, 1684, 1613, 156 

I, 1509, 1388. 1305, 1118, 1125, 1024 cr'. 

[0061] mmm94^ s- \2- rs- [ c (i 

-^^;u-i, 2. 3, 4-T-h7y'J;» -5-^ 
^] ] 7D;M^UTyl -3- ( 2-:^7f^ 

)VtilV-^^-)V) -1,3 -^TV 'J y y- 2 ■ 4 - 'Ji[ 

y_ 

mm9\X'%(ytl-rzit-^223mzil>y^^ (4m 
L) {.zmmi. 0'C\,ZXi^^Vru\:)VJi^lV7^> 

0. i7mL. 5-^;i'j{^rh-i-^^;UTb5y'- 

/UTO. 3mgS-JP;c. RiatT 3 O^^raWf L/i. H 

mm^wm:t.i-MzxiiitiiLti. ^mitm-k 
mxim^. mmmy^'y'^j^izx^t^ttz. ^ 

)V: n-A.df-9-y=l : 1 ) J^-CffiSgt, 
LTSS-ft-^l ISmgSrtl^. 
it^ : 176-179''C 

'H-NMR (CDCI3) -.d 3.92 (3H, s) , 4.68 (2H, s) . 
6.63 (IH, d, J=3.3Hz) , 6.77 (IH, d, J=3.3Hz) , 7. 
56-7.69 ( 3H, m) , 7.89-7.98 ( 4H, n) . 8.41 (IH, 
s) . 

IRt/.^ (KBr) : 1761, 1708. 1686, 1618, 1571, 154 
2, 1509, 1474. 1388, 1308. 1286. 1248, 1225. 1165. 
1075, 1026 cm-i. 

[0062] MXf. 3x\i%mm9 Ahmwiz 
Lxmm^ 5-1 Q A<r>\\:^^^m.tz, 

[0063] 
[^7] 
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[0064] OTC. :&##mi^llitplJcOSSr-:J' [0065] 
S:^. [«8] 
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m 


'H.NMR {6) 


lR(v em*' KBr) 


2 


CDClj 
CD,OD 


6.98'7.60<4H, m), 7.75(1H. 8) 


3021, 1747, 1694, 1513, 1603 


3 


coa 


6.90.7.72(4H, m). 7.80(ia s) 


90nsi 17Q<i ITflO ICIO 

£s\jOj 1(00, H\Jl. loo I, loll) 


4 


CDCI, 


7.08-7.36(2H, m). 7.47aH, s) 
7.680 H. 8) 


3116. 2948, 1692, 1596. 1671 


5 


CDCI, 

CDaOD 


7.28-7.60(4^ m). 7.67(1H. s) 


3040. 1720. 1702, 1637. 1596 


6 


CDClj 


7.20.7.64(2H, m). 7.46(1 H. ^ 


3040. 2945. 1702. 1634, 1595 


7 


CDCI, 
CD^D 


7,49(5H, 8), 7.81{1H. s). 


3032. 1738. 1688. 1608, 1699 


8 


CDCI3 


6.97(2H. m). 7.38-8.30(5H. m 
). 8.36(1H. «) 


2951, 1664, 16U8, 1560 


9 


CDCI3 
CDaOD 


2.38(3H, B), 7.20(2H, d. J=8. 
IHa). 7.43(2H. d. J=«.1H2). 
7.62aa B) 


3027. 1737. 1686. 1629. 1601 


10 


CDClj 
CDaOD 


3.87(3H. 8). 6.98(2H. d. J=8. 
8H2). 7.47(2H, d, J=8.8H2), 
7.77(1H. 8) 


onoA i^ee mnr\ i/tA«v tenA 

dlW4, 1765. 1729, 1697, 1597 


]1 


CDCI3 
CDsOD 


2.fi2(SH, 8). 7.27(211. d, J=8. 
8Hz). 7.38(2H. d. JsS.SHa). 
7.68<iH. a) 


Qnj(Q ICAA IClfi IKTn 

oU4o, IbSO, Jblo. 1670 


J2 


CDCI5 
CD3OD 


6.92(2H. d. J=€.GHz), 7.39(2 
H. d. J=6.6Hz). 7.76(1H. s) 


3404. 3116, 1721, 1676, 1572 


13 


CDCU 


0.24(6H, 8), 0.99(9H, a). 6.92 
(2H, d, J=8.7H2), 7.40(2H, d, 
J=B.7H2). 7.76(1H. s), 7.99( 
IH. s> 


3117, 1740. 1697. 1690. 1281 


14 


CDCla 

CD3OD 


6.89(IH. d, J=8.4Hz). 6.95(1 
H, dd. J=8.4. 2.UIz). 7.03(1 
H. d. J=8.4H2), 7.G8(lH. s) 


3491. 3268. 3048. 1734. 1670. 1586 


16 


CDCI3 

CDaOD 


3.08(6H, 8), 8.7fi(2H, d. J=9. 
OHz), 7.40(2H, d. J=9.0Hz). 
7.73(1H. s) 


3107. 17)9, 1685. 1660 


16 


CD3OD 


7.63(2H. d. J=8.4Hi), 7.79(1 
H. 8). 7.79(2H. d, J=8.4Hz) 


3126, 2228, 1746, 1693. 1600 


17 


DMSO- 


4.30(4H. s). 7.01.7. 15(3H. m) 
, 7.68(1H. s) 


3109. 1736, 1685. 1571, 1286 



[0066] [^91 



\ 
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m 


'HNMR (6) 


m (v«, cm KBr) 


18 


CD«OD 


6.07(2H. s), 6.80.7.16(3H. in) 
. r48.7.71(lH. 28) 


3134. 30(M, 1736. 1696. 1587. 1263 


jy 


DMSO- 


1.75.7.98(2H, m), 2.32(2H. t, 
J=6.2Hz), 4.07(2H. t, J=4.8 
Hz). 7.31(1H.8). 7.38(lH. s) 


mi\ ITIO 1^*90 ICW 10£J! 

3041, 1718, 1G7b, 1577. IZOO 


20 


CDCIa 
CD,OD 


7.30-7.78(3H, m). 7.72(lH. s) 
, 8.74<1H. d. J=5.4H2) 


3044. 1741, 1678. 1617. 1580 


21 


DMSO. 
do 


7,55(1H. dd, J=8.1. 4.7Hz), 7 
.83(1H. bX 7.99(1H. m), &G2( 
IH. dd. J=:4.7. l.SHz). 8.83(1 
H, d. J=1.8Hz) 


1706. 1560, 1459 


22 


DMSO- 


7.53(2H, d. J=6.2Hz). 7.76(1 
H. E), B.7U2H. d. J=6.2Hz) 


3037. 1693. 1602, 1418 




CD^D 


7.26(2H. 8). 7.42(1H. b) 


i094, 1698, 1637, IpoO, 1331 


2^ 


DMSO. 


7,96(1H. 8). 7.99(IH. d, J=4. 
3Hz). 8,12(1H. d. J=4.3H2) 


3124, 3017, 1705, 1604 


25 


CDsOD 


6.39(1H. dd. J=4.6, 3.6HiO. 6 
.60(1 H. dd. J=4.6. 2.4). 7.08( 
IH. dd, J=3.6. 2.4HzX 7.67(1 

H. B) 


3364. 3041. 1707. 1676. 1579. 1337 


26 


DMSO. 


3.76(3H. s). 6.29(1H, dd. J=4 
.2. 2.4H2), 6.4a(lH. dd. J=4. 
2. l.6H»). 7.18(1H. dd. J=2.4 
. 1.6H2),7.64(lH. 8) 


3135. 1720. 1676, 1597. 1288 


27 


CDCI3 
CDsOD 


7.13(1H, dd. J^.O. 4,4H2), 7 
.33(lH, d. J=4.4H»). 7.66(1H 

. d. J=5.0Hz). 7.80(ia8> 


IfVT? ITHA lAlQ IRAI Itri? 

OVII, ttXJOi IDK. IDOl. lilUr 


28 


CDCI3 


7.3I.7.43(1H. m). 7.48-7.54(1 
H. ro). 7.63(1 H. s), 7.93aH, 
s) 


3092. 1697. 1628. 1573. 1304 


29 


PMSO- 


6.72(1H. dd. J=3.5. 1.8Hz). 7 
.06(IH. J=3.6Hz). 7.60(1H 
. 8). 8.02aa d. J=1.81'l-z) 


3127. 3033, 1685, IBll. 1644 


30 


CDCI3 
CD,OD 


6.61(1H. d, J=1.8H2), 7.54(1 
II. dd, J=J.8. 0.7Hz). 7.68(1 
H. (d. 7.7fl(lR d, J=0.7Hz) 


3144, 3044. 1742, 1670, 1617. 1336 



[0067] [^10] 



Patent provided by Sughrue Mion, PLLC • http://www.8ughrue.com 



(19) 32 000-95770 ( P 2 0 0 0 - 9iHgA ) 





'H.NMR m 


IR (v^, cm '. KBr) 


61 


CDCla 


2.42(3H. a). 6.l9tlH. d, J=3. 
3H2). 6.73(1H, d. J=3.3Ht), 
7.53(1H, 8) 


91 Ut *iniQ i?^n lAf? ifiiii iMA 

OloO, dlldiJ, liHlit lufr, iDiO, IDOU 


32 


CDCia 


2.38(3H, 6), 6.20(1H. s). 6.76 
(IH. 8). 7.20(1H. 8) 


3134. 3036. 1718, 1701, 1655 


33 


CDCI, 
CD3OD 


4.63(2H. a). 6.49(1H. d, J=3. 
3Hz). 6.77(1H. d, J=3.3H2). 
7.63(1H. a) 


3399, 3116« 2787, 1743.1703,1618, 
1574. 1334 


34 


CDQ, 


0.13(6H. 8). 0.93(9H. s). 4.71 
(2H, ^, 6.44(ia d. J^.5Hz) 
. 6,76(1H, d, J=3.6H2). 7.66( 
IH. s) 


8142. 1733. 16S6, 1613. 1666, 1329 


36 


CDCI, 


40(3H, B). 4.19(2H, s). 6.41(1 
. d. J=3.6Hz). 6.7 1(1 H. d. J= 

sHz). i.min. b\ a.43(iH. 9) 


3134. 1736. 1685, 1608.1661.1509, 
1336. 1131 


36 


CDCI, 
CD3OD 


4.72(2H, s), 6.60(1 H, d. J-3. 
5Hz), 6.70(1H. d. J=3.5H2), 
7.57(1H. 8). 7.67(5a s) 


3246, 1742. 1086.1655,1609. 1561, 
1318. 1277 


37 


CDCI3 
CD3OD 


4.52(2H. 8), 6.46(1 H. d. J=3. 
6Hk), 6.70(1H. d, J=3.5Ha). 
7.08(1H, t, J=4.8H2), 7.47(1 
H. 8). 8.58C2H. d, J=4.8Hz) 


3134. 3032. 1727. 1688. IGIO, 156 
1. 1650 


38 


CDCI, 


2.44(4H. t. J=4.6H2), 3,55(2 
11 s). 3.7l(4H, t, J=4.6H2). 
5.37(2a a). 6,64(1 H. d. J=3. 
5Hi), G.77(1H, d. J=3.6Hz), 
7.43(2H, d, J=8.3Hx). 7.56(1 
H, 9), 8.02(2H, d, J=8.3Hz) 


3134, 1742. 1688. lOiflO, 1572. 128 
6 


39 


CDCI3 


1.45(9H, e), 3.97(2H, bre). 6. 
OKIH, ^. 5.20(2H, fi). G.59(l 
H, d, J=3.6Hz). 6.76(IH. d. J 
=3.5HzX 7.55(m, s), 8.44(lH 

.8) 


3381, 3164. 1746.1698.1618. 1678, 
1197. 1159 


40 


DMSO- 


7.42.7.92(5H. in), 8.118.28(2 
H m) 


3150. 3032, 1736,1696.1621. 1501. 
1349. 1313 


41 


DMSO. 

da 


7.18.7.28(2H, m). 7.40-7.55(1 
H. m). 7.73(1H. d. J=2.9H2). 
7.81.7.91(1H. m), 8.06(1H. s) 


3221, 1720. I6ga 1677. 1355.1293 


42 


CDCJ, 


1.12.1.44(6H. m). 1.60-1.88(5 
H. mk 6.68(IH. d. J=9,2Hz) 


2930, 2549. 1666. 1632, 1662. 1303 
. 1213 



[0068] [^11] 



Patent provided by Sughrue Mion, PLLC - http://Www.8ughrue.com 



(20) §2 000-95770 (P2 0 00-9jfr« 



1^ % 




'H-NMK (5) 


IR (v«, cm ', KBr) 


6 


193-195 


CDCl, 


2.31(3H. 8), 2.88(6H. s). 7.08.7.84( 
BH, m). 8.30-d.80(3H. m) 


I7ft9 171 A iRftA IR 
1 it}*| 1 * iO, lOOv, IXt 

55. 1590. 1384. 1247 
. 1204. 1173 


7 


213-216 


CDCU 


2.32(3H. B), 3.90(3H, b). 7.04(2H, 
d. J=9.0H2). 7.18(2H. d, J=8.8nz). 
7.44(2H. d. .I=8.8Hz). 7.83(111. s) 
. a.l4(2H. d. J=9,0H2) 


1772, 1718. 1686, 16 
76, 1695. 1389. 1246 
, 1205. 1191 


8 


168-172 


CDC!. 


2.32(3H. 8), 3.93(3H. s). 7.21(2H, 
d, J=9.0Hz). 7.48(2H. d, J=9.0Hz), 
7.80.7.84(3H. m), 7.82(JH.8), 8.30 
-8.50(1H. m) 


1763. 1730. 171i; 16 
55. 1648. 1696. 1376 
, 12B2. 1183 


9 


237-240 


CDCl, 


2,32(3H. s). 7.18(2H. d. J=8.8Hz). 

7.48(2H, d, J=8.8Hr), 7.58(2H, d. 

J=8.8Ha), 7.86(1H, s). 8.16(2H. d 
. J=8.aHis) 


1769. 1718. 1686. 16 
65, 1694, 1394. 1244 
, 1200. 1185 


10 


225-227 


CDCli 


2.31(3H. B). 7.18(2H, d. J=9.0Hz), 
7.44(2H. d. J=9.0H2). 7.20-8.20(6 
H. m>. 7.84(1H. b). 8.80(1H. m) 


1763. 1719. 1685. 16 

OO, lOaQ, loJt). lA4t> 

. 1201. 1180 


11 


242-247 


CDCV 
CDjOD 


S.29(3H, s). 7.06-7.60(4H. m). 7.12 
(2H, d. J=7.4 Hx). 7.85(JH, s), 8.0 
7(2H. d. J>s7.4Hz) 


1764. 1722. 1665, 15 

Ott lArVfi l^QJ 19^7 

VO, luUO, iui74. lAOi 

. 1202. IIBD 


12 


243-246 


DMSO- 


2.52(3H. 4 7.20-8.28(9H. m) 


1772. 1719, 1685, 16 
d4. IutU, IdUj, Io7J 
. 1235. 1204. 1193 


iu 




CDCIa 


6.90-8.20<nH. m). 8.70-8.82(lH, 
m) 


1772, 1719, 1656, 16 
97, 1609, 1389. 1249 

^ 1236. 1204. 1178 


14 


244-247 


CDCl, 


7.02.7,60(BH in). 7.84(1H, e), 8.10 
*8.32(2H. m) 


1773. 1722. 1686. 15 
97, 1609, 1394, 1239 
. 1203. 1188 


15 


233-237 


CDCla 


a.98(3H. 7.02-7.60(4H m). 7.85 
(IH, g), 8.20.a36(4H, m) 


1773. 1720. 1637. 15 
97. 1609, 1404. 1284 
^ 1237, 1204. 1190 


16 


212.215 


CDCl, 


6.9&-8.30(10H. m). 8.50-8.68<2H, 
m) 


1763. 1716. 1665. 15 
98, 1508, 1388, 1237 
. 1202. 1180 



[0069] [^121 



Patent provided by Sughrue Mian, PLLC • http://www.sughrue.com 



(21) 32 000-95770 (P2 0 0 0-953A) 



Hi 


HM V w 


'H-NMR((J) 


IR (Voax m\ KBr) 


17 


179-182 


CDCI3 


7.06-8.04<nH, m), 8.35-8.45(lH. 
«) 


1763, 1713. 1683. 15 
q? IKOA twill 1237 
J 1162 


18 


252.256 


CDCW 
CD3OD 


7.0O.7.€0(6H, m). 7.80-8.12(311. m 

). 


1764, 1720. 1685. 15 
97. 1509. 1396. 1235 

1 i>nA 1 1 SIR 

1 j^ui, 1 100 


19 


235-238 


CDCI3 


7.00.8.11X7H. m). 8.30-8.60(2H, m 
) 


2236. 1773, 1718^ 16 
86. 1596, 1608, 1397 

\MK ^0^\0 117A 


20 


247-260 


CDCV 
CDaOD 


6.90.7.60(5H, m), 7.8Q-8.00(2H. m 
X 8.I0.8.40(2H. m) 


2234. 1773. 1726, 10 
85. 1598, 1609, 1395 

, IMS), ItUO, lltSt 


21 


lBl-164 


CDCI3 


7.06-8.50(9H. m) 


2233. 1806. 1771. 17 

20. 1684, 1696. 1509 

^^'\f\ 194^ MA(\ 1 
, iiilll. l4SSfOt I 

166 


22 


227-229 


CDCl, 


7.04.7.60{6H. m). 7.88(llL s). 8.28 


1773, 1723, 1685. 16 

l\)\J%/, lOUl, itnO 

. 1206. 1190 


23 


190-198 


CDCU 


6.98-7.60(511, ml 7.86(111. b), 7.90 


1772, 1717. 1655. 16 

IRHQ 1^7 l9.'^f^ 
UU, 1DU>/, 107<t iaOV 

. 1201. 1177 


24 


243-244 


CDCla 


2.84(3H, 8). 7.04.7.27(2H, m), 7.31 
.7.55(3H. m). 7.75(lH. m). 7.80-7.9 
5(2H. m) 


1773, 1722. 1696. 15 

AO lOQQ 1974 
Uo, lOoOi l<M*ilf 

, 1236. HBO 


25 


210<213 


CDCl, 


6.96-8.l6(UH, m). 8.70-8.88(JH, 
m) 


1764, 1723. 1686. 16 

in mftfi i<)Qi I!?.')! 

. 1221. 1182 


26 




CDCI3 


6.96-8.20(1 IH. m). 8.75-8.8.6(lH. 
m) 


1764, 1726, 1686. 16. 
12. 1508. 1396. 1251 
. 1221. 1181 


27 


215-218 


CDCI3 


7. 10-8.1 2(10H. m). 8.70 8.86(111 
m) 


1773, 1720, 1686. 16 
90, 1517. 1397. 1227 
, 1180 


28 


243-246 


CDClj 


7.20-8,20(1111. m). 8.70-8.80(lH. 
m) 


1768, 1719. 1G86, 15 
88, 1508, 1389. 1241 
. 1202. 1178 


29 


245-248 


CDCl^ 
CD5CD 


7.25-8.20(10H. m), 8.70*8.80(IH, 
m) 


1764, 1719. 1686. 15 
78, 1396. 1241, 1200 
. 1181 



[0070] t^l33 



Patent provided by Sughrue Mion, PLLC • http://www.sughrue.com 



(22) 32 000-95770 ( P 2 0 0 0 - 9i!LA ) 





BR \\) 


^H.NMR {6) 




30 


202-205 


CDCI, 


7.42(5H. 8). 7.08.a30(5H. m), 7.83 

fits r,\ Q t^TVQ. €U\ft3U •m\ 


1750. 1710. 1656. 16 
97, 1608, 1384. 1241 
. 1203. 1179 


31 


200-203 


CDCI3 


3.97(3H. B). 7.46(5H. s). 7.89(lH. 

O 1 Q O An/Alt 

8), oJB-B.4Q(4rl, m) 


1768, 1722, 1666. 16 
[)4, 1404. 1282, 1240 
. 1203. 1188 


32 


)9&-201 


CDClj 


2 48<3H. fi), 7.30.7.66(6H, m). 7.76 
-8.20(Gn, m), a61Cln, 8) 


1763. 1720, 1686, 15 
96. 1394. 1245, 1228 
, 1192 


33 


22&228 


CDCI3 


2.39(3H. 8), 7.10-7,40(6H, m), 7.60 
-8.I6C6rJ, m;, 8.78(IH, 8) 


1772, 1720, 1656. 15 
95, 1395, 1244, 1203 
, 1180 


34 


200-203 


CDClj 


3.87(3H. s), 3.98<3H, s). 6.98(2H. 

d. J=9.0Hz), 7.40(2H, d, J=9.0Ha), 
7.85(lH. s). 8.18-8.3€(4R. m) 


1752, 1724, 1686, 15 
92, 1612, 1404, 1247 
, 1208. 1176 


36 


220-223 


CDCI5 


3.85(dH. 6). 6.82-8J0(nH. m). 8.7 
0-8.800 H. m) 


1763. 1721. 1686. 15 
92, 1611. 1395. 1247 
. 1206. 1180 


36 


210-213 


CDCU 


2.50(3H. s). 7.10.7.40(4H, m). 7.60 
-8.20(7n, m), 8.70-8.82(1 H, m) 


1763. 1720. 1666. 16 
83. 1395. 1247, 1208 
. 1180 


37 


196-198 




2.61 (3H, 8). 3.97(3H. s). 7.16-7.46 
(4H. m), 7.82(1H, «). S.12-8.36(4l{ 
, 111) 


1756. 1719. 1655, 15 
81, 1402. 1271. 1243 
. 1185 


38 


238-240 


CDCV 
CDaOD 


€.89(2H. d. J=8.4Hz), 7.32(2H, d 
J=8.4Hi). 7.84.7.76(2H. m), 7.82(1 
H. 6), 7.9S(m, ft, J=7.9Hz), 8.04- 
8.1d(3H, m). &80(1H, s) 


3497. 1751, 1710. 16 
55. 1689, 1609. 1390 
, 1249, 1201. 1180 


39 




CD,OD 


7.16(1H. t. J=4.4H2X 7.43(1H. dd. 
JM.4. 2.0Hz), 7.50(1H, d. J=2.0 
Hz). 7.G3-7.75(3H, m), 7.88-7.96(1 
H, III). 8.06(1H. d. J=7.6Hz). 8.11< 
2H. hrs). 8.2U1H. d. J=7.GH2) 


3211. 1736, 1719, 16 
IJZ, 149*^, low 
. 1281. 1190 


40 


232-234 


CDCl, 


3.13(GH, 8). 7.48(4H, bra). 7.64-7. 
77(2H. m). 7.81 (IH. e), 7.9$(1H, d 
, J= 8.1Hz), 8.01-8. 16(3H, m). 8.8 
1(111 8) 


1719, 1701, 1665. 15 
70, 1624. 1396, 1237 
, 1219, 1180 


41 


255-267 


CDCy 
CD,OD 


7.55(2H. d. J=8.3H^, 7.76{2H, d. 
J=8.3Hz), 7.78(2H, m). 7.86(1H, s) 
. 7.98(1 H. d. J^.3Hz). 8.04-8.12(3 
H, m), 8.81(1H. 8) 


2232, 1759, 1718, 16 
85, 1609. 1507, 1392 
. 1245. 1203. 1183 



[0071] [^14] 



Patent provided by Sughrue Mion, PLLC - http://www.8ughrue.com 



(23) 32 000-95770 (P2000-9A) 



09 




'H-NMR id) 


lR(v„„ cm\ KBr) 


42 


213-214 


CDCU 


4.28(4H. b). 6.8&.7.00(3H. ml 7.58 
-7.76C3H. m). 7.84.8.09(4H. m). 8. 
79(1H. a) 


1761, 1717. 1594, 15 
07, 1394. 1291. 1232 
. 1181 


43 


245 


CDCU 


6.04<2H. 8), 6.78-7.02(3H. m\ 7,58 
.7.78(3H, m). 7.85-8.16(4H. m), 8, 
10(1H. 6) 


1764. 1718, 1688. 15 
02. 1391, 1271. 1232 
. U79 


44 


208-209 


CDCI3 


1.81-2.08(2H. m). 2.35(2H, t, J=5. 
5Hzl 4.09(2H. t. J=5.5Hz), 7.06(1 
H. 8), 7.33(1H, 9). 7.69-7.74(2H. 
m). 7.86-8.16(4H. ni). 8.77(1H. s) 


1755. 1710, 1579. 13 
91, 1308. 1231, 1179 


45 


195-196 


CDCl, 


2.03{2H. quint, J=6,3Hz). 2.60C2H 
. t, J=6.2H2). 4.16(2H, 1; J=4.3Hz) 
. ru{\H, to. 7.4e(ia 6). 7.57(IH. 
dd. J=6.9, 1.3Hz). 7.66(1 H. dd. J 
=6.9, 1.3H2), 7.90(IH. d. J=8.2H2) 
, 7.93(2H, d, J=1.3H»). 7.97(1 H. d 
. J=8.2H»y 8.4inH. s) 


1747, 1711. 1678. 15 
84. 1313. 1254. 1181 


1 1 

46 


205-207 


CDCI4 


7.34-7.62(lH. m). 7.69-8.38(911. m 
X 8.70-8.82(211, m) 


1755. 1713. 1610, 15 

01 loon \9At\ lOin 
ol, lo9U, lAW, 

. 1178 


47 


197-198 


CDCU 


7.84(ia ddd. J=7.6, 4.8. MHz). 
7.67(1H. d, J=7.8Hz), 7.69(lH, dd. 
J=8.1. I.IH2), 7.67(IH. ddd, J=8. 
I, 7,6. l.3Hz), 7.82(1H. ddd. J=7. 
8, 7.8. 1.8Hz), 7.89(1H, s), 7.89-7. 
98(4H. ml 8.43(1H, s). a8I(lH. d 
. J=4.8Hz) 


1756. 1717. 1677. IG 
17, 1584, 1297. 1279 
. 1226. U92 


48 


169-170 


CDCl, 


7,40(1H, dd, J=9.0, 4.4Hs). 7.65-8. 
14(8H. ml. B.59.8.82(3H. m) 


1762. 1719. 1616. 13 

rt/\ lOiiO lOlfi MOO 
i^4A l^lo, litu 


49 


166-156 


CDCV 
CDjOD 


2.37(3H, fi). 7.20<2H, rl, J=7.2H2X 
7.64.7.93(8H. m). 8.02-8.14(3H. 
m). 8.74-8.94(3H. m) 


1762. 1719, 1637. 15 
59, 1406, 1221. 1167 
. 1122 


50 


159-162 


CDCU 


7.2S(2H. d, J-&.9H2), 7.64-7.80(2 
H, m). 7.76(IH, s), 7.89-ai8(4H. 
m), 8.72(2H, d. J=5,9Hz). 8.80(1H 
. bra) 


1766, 1719. 1593, 13 
92, 1228. U80 


51 


180-184 


CDCls 


7.6Z-8.21(9H. m). 8.76-8.90(311, m 

) 


1762, 1719. 163t 15 
93, 1499, 1391, 1235 
. 1179 


52 


133-134 


CDCI3 


7.6l-B.07(9H, m), 8.34(1H. s) 


2949, 1762, 1724, 16 
90. 1608. 1451. 1337 
. 1227. 1163 



[0072] Cai5] 



J 



Patent provided by Sughrue Mion, PLLC - http;/Awww.8ughrue.com 



(24) B2 000-95770 ( P2 0 0 0 -9D^f«! 







^H-NMR (6) 


IR (v^„ cm', KBr) 


53 


188-188 


CDjOD 


7.28(2H, 8). 7.60-7,65<2H. m). 7.62 
(IH, 8). 7.88(1H. d, J=8.9Hz), 7.9 
0(1H, J=8.6Hz). 7.96(lH. d. J= 
8.9H2). 7.99(1H. d, J=«.6Hz). «.60 

ail 


3363, 1754, 1716. 16 
71, 1612. 1441. 1280 

, l£v^. llUD 


64 


199 


ODClj . 


7.50-8. lU^H, m), 8.81(in, s; 


1758. 1718. 1603. 13 
92, 1237. 1181 


55 


174-175 


CDCI5 


7.56-7.70(2H. m), 7.63(lH, d. J=3. 
iHa), 7.90-7.99(6H. m), 8.16(1H. 
d, J=3.1H2). 8.42(111. B) 


1759. 1720. 1687. 15 
99. 1288, U91. 1153 


66 


260-253 


CDjOD 


6.41.6.51(1H. m). 6.56-6.66(111. m 
), 7.11-7.26(lH,m), 7.41-7.60(1H. 
m). 7.440 H. 8), 7.68.7.90(3H m). 
7.98-8.23(3H. m) 


3364, 1752. 1702, 15 
98. 1424. 1386, 1249 
, 1217. 1177 


57 


195-196 


CDCU 


6.49(lH. fi). 6.72(1H, e), 7.09(1H, 
B). 7.59(lH. t, J=7.0Hz). 7.67(1H. 
t. J=7.0Hz). 7.87(1H. s), 7.87-7.99 
(2H, ra). 7.96(2H. d. J=1.3H7). 8.4 
4(IH. 8). 8-72(lH, bra) 


334 0, 175a 1vU«, io 
71, 1597, 1431. 1278 
, 1193. J137 
.... 


68 


215-218 


CDClo 


3.71(3H, 8). 6.28.6.35(Ul,m), 6.48- 
6.55(lH.m), 6.85-6.90(llini), 7.59- 
7.77(3H,mX 7.87-8. 18(4H,ra), 8.78( 

IH. B) 


1744. 1702. 1588. 14 
84, 1389. 1327. 1224 
. 1178 


59 


240-241 


COClj 


7.08.7,32C2H. m), 7.a4-7.44(lH. in 
), 7.58-7.80(3H, m). 7.8fi.8.l3(4H, 
m), 8.75-8.84(ia m) 


1756. 1713. 1589. 13 
93. 1239. 1209. 1180 


60 


241-244 


CDCl, 


7.36(IH, dd. J=5,3, l.SHz), 7.B8.7. 
82(4H, m). 7.94(1H. b). 8.07aiH.d. 
J=2.0H2). 8.13-8.35(2H, ra), 8.a2( 
IH. d. J»1.8H2) . 


1761. 1716. 1600, 15 
06, 1392, 1227, 1179 


61 


250-257 


DMSO- 


2.6B(3H. 8). 7.49.7.73(3H; m), 8.04 
(3H. sX 8.H(1H.8) 


1752. 1707, 1596. 15 
09. 1389. 1339. 1279 
. 1226. 1177 


62 


175-178 


CDCl, 


7.20-8.00(10H. m). 8.42(1H. bre) 


1767. 1718, 1686, 15 
98. 1508, 1372. 1285 
. 1222. 1190 


63 


256-258 


CDcy 

CDaOD 


7.00-9.06(10H, m) 


1761, 1712. 1655. 16 
03. 1560. 1491, 1381 
. 1233. 1183 



[0073] imiei 
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(25) B2 000-95770 (P2 0 00-9FA) 







'H-NMH ((5) 


IR (v^ cm KBr) 




173-175 


CDCia 


6.60^.7B(1H, m), 7.26-7,40(lH. ra 
), 7.40-7.65eH. m). 7.66-7.80(2H, 
m). 7.96(1H. 8) 


ITJO ITHO ifi 

03. 1561, 1453. 1376 
. 1310. 1237. 1186 


65 


214.217 


CDCl, 


6.B6(1H. dd. J=3.7. 2.0Hz), 6.81(1 
H, d, J=3.7HzX 7.60(1H, a). 7.62- 
7.79(3H. m), 7.89-aiO(4H. m), 8.7 
dim, brs) 


1763. 1715. 1612, 16 
43> 13S1, 1234. 1213 
. 1179 


66 


167-169 


CDCI3 


6.66-6.64(111 m), 6.86(lH. d. J=3. 
3Hz), 7.50.B.06(8H, m). 8.41(111. s 
J 


1764. 1720, 1686. 16 
14, 1544. 1467, 1388 

, IljUI, l^oj, IHq, X 

189 


67 


214-217 


DMSO- 


6.750H. m). 7,69-7.95(6H, m). 8.0 
3-8.35(4H. ra), 8.81(1H. m) 


1764, 1720, 1617, 15 

f\A ItQil 10IQ 
W, 1034, l^4ll, 

. 1180 


68 


250 


DMSO- 


2.76(3H. 8), 7.52-7.73(lH. m). 7.71 
(IH. B). 7.78-7,93(211. m). 8.07-8.3 
3(3H. m) 


1752, 1709. 1614. 16 
08, 1392. 1334. 1217 
J 1180 


69 


216-218 


CDCi; 

CDaOD 


6.fi6(lH. brs), 7.46-9.10(9H, m) 


1760, 1707, 1685. 16 
17. 1560, 1492, 1382 
, 1248, 122J. 1181 


70 


175-179 


CDCI4 


4.65(3H. s), 4.67(3H, s), 7.20-8.35( 
6H, m), 8.51(1H. bre) 


1768. 1717, 1679, 16 
16, 1589, 1517. 1418 
, I Am, 11 ail 


71 


207-210 


CDCl, 


7.40-8.30(1011. m), 8.51(1H. s) 


1766, 1721, 1655, 16 
29. 1596. 1607. 1466 
, 1388, 1278, 1263, 1 

1 /D 


72 


175-177 


CDCI3 


Q.04yin^ a), t .iiO' I .uJytLl, lily, 1.11 

.7.97(6H. m) 


1793. 1752. 1702. IB 
21, 1508, 1332. 1225 
. 11G7 


73 


214-216 


CDCV 
CDaOD 


2.46(3H. b). 8.26(1H. d. J=3.5Hz). 
6.80(1H. d. J=3.BHz), 7.40-8.05(6 
H. m), 7.83(IH. s), 8.40(1H, a) 


nKA IWR 1fi7<l Ml 
L/OU, LiUD, lOfO, lu 

14, 1 566. 1313, 1279 
. 1189 


74 


242-244 


CDCl, 


2.38(3H. 8), 6.18(1H, d. J=3.5Hz). 
6.73(IH. d, J=3.5Hz). 7,62(1 H, e) 
, 7.60-7.73(2H, m). 7.89.8. 10(4H. 
m). 8.78{1H. a) 


1761. 1714. 1G13. 15 
62, 1509. 1392. 1231 
. 1179 


76 


180-183 


CDCI3 


2.46(3H, 8). 6.26(1H. d. J=3.5Hz). 
6.80(111 d. J=3.5HzX 7.40-7.55(2 
H. m). 7.60.7.80(6H. m). 7.95-8.05 


1750, 1707. 1683. 16 
03, 1512. 1312. 1291 
, 1246. 1191 


76 


168-170 


CDCJj 


2.46(3H. s), 6.27(1H. d. J=3.5Hz). 

6.83(1K, d. J-3.5H2), 7,30-7.40(3 
H. in), 7.40-7.50(2H. m). 7.68 (IH. 

«) 


1792, 1750. 1699, 16 
14. 1559, 1510, 1493 
, 1293. 1228, 1186 



[0074] [^17] 
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(26) B20 00-9 5 7"7 0 (P2 0 0 0-9SA) 



m 




»H.NMR ((J) 


IR (v„,„ cm '. KBr) 


77 


213.216 


CDCla 


2.47(3H, 8). 6.28(1H, d. J=3.6H»), 
6.86(111 d. J=3.6H2), 7.4S(1H. 
. 7.55-7.70(2H, m). 7.85.8.03(4H. 
ml 8.41(U1. 6) 


1735. 1700, 1627. 16 
06. 1560. 1313, 1278 
, 1241, 1196, U83 


78 


lj97-190 


CDClj 


2.45(3H. 8). 6.24(1H, d. J=3.6llz). 
6.81(1H. d. J=3.5Hz). 7.44C2H. b) 
. 7.67C1H. 8) 


1747. 1707. 1656, 16 
14. 1661, 1444. 1309 
. 1267. 1227. 1132 


79 




CDCla 


2.33(3H. 8). 4.00(3H, s), 6J2(IH. 
d, J=8.5H2), 7.08(1H, d, J=3.6Hz). 
7.21(1H, 8), r39(lH. di J=8,2. 7 
.OH2), 7.63(lH. dd. J=d.2, 7.01Ie), 
7.75(1H. d. J=a2H2), 7.8G(1H, d, 
J=8.2H2). 7.96(1H. s). 8.36(lH. s) 


1700, 1664, 1626, 16 
69. 1508. 1365. 1264 
. 1164, nil 


80 


165-lfi8 


CDCU 


.0.27(6H, B). 0.96(SH, b). 2.43(3H. 
8). 4.00(3H. 8), 6.22(Ui d. J=3.5H 
z), 6 75(IH. d. J=3.5Hz), T17(lH. 

8). 7.38(1H. dd. J=8.l, imz). 7. 
52(1H. dd. J=8.1, 7.0l1z). 7.158(111. 

6), 7.68(1H. d, J=8.lHz). 7.84{1H 
. i J=8.lH2). 8,18C1H. s) 


1754, 1719, 1686, 16 
28. 1609, 3662. 1282 
. 1262, 1202. 1194 


81 


170-173 


CDCU 


2.42 C3H. 8). 4.23 (2H. s). 6.46 (1 
H, d, J=3.5 H2), 6.78 (IR d. J*3. 
6 Hz). 7.51-7.69 (3H. m). 7.87-7.9 
8(4H, m). 8.41 (IH. s) 


1753, 1719, 1686, 16 
13, 1561, 1608, 1300 
. 1187, 1140 


82 


18M83 


CDCI3 


7.02(1H. d, J=3.9HiX 7.41(111, d, 
J«3.9H2). 7.61(1H. t. J=7.lHj), 7. 
70(IH, t, J=7.1Hz). 7.77(1!!. s). 7. 
92-8.01 (4H.m). 8.44(1H. 8). 9.80(1 
\i, 8) 


2763, 1759, 1717, 16 
85. 1064, 1603, 1489 
, 1294, 1266, 1241. 1 
190 


83 


136-137 


CDCI3 


2.47(4H. t. J^.7Hz), 8.67C2H, s). 
3.72(4H. t. J=4.7Hz), 5.41(2H, b). 
6.67(1H. d, J=3.5Hz), G.84(lH. d. 
J=3.6Hz). 7.45(2H. d. J=8.lHz). 7. 
56-7.69(2H, m). 7.68(lH, s), 7.89- 
7.98(4H. ra), 8.07(2H. d. J=8.1Hj!) 
. 8.40(111. 6) 


1759, 1713, 1685, 16 
14. 1572, 1272. 1201 
. UB9 



[0075] (^181 
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(27) 32 000-95770 ( P 2 0 0 0 - QLjWai 



m 


mm 


»H-NMR (d) 


IR(v«„ cm *. KBr) 


84 


159-160 




2.86(2H. br-6), 3.33<2H. br-s). 3.93 
(2H, br-d. J=ll.6Hz). 4.12^.31(4H 
. m). 5.45<2H, s). 6.68(lH. d. J=3. 
2Hz), 6.86{lH. d. J=3.2Hz). 7.59-7 
.68(2H, m). 7.68(1H, s), 7.86.7.98( 
6H. m). 8.18(2H, d, J^T.fiHi). 8.4 
UlH. 8) . 


9^nn 17A1 1720 16 
87. 1617, 1577. 1272 
. 1189 


85 


129-133 


CD5OD 


3.93 <2H. 8), 5.39 (2H, b), 6.79 (1 
H, d, J=3.5 Hi). 7.03 (IH. d, J=3. 
7 llz), 7.56-8.08 (711. ra), ^67 <1H 

. s) 


34 U, 3098. 2762, 17 
49, 1685. 1524. 1438 
. 1261, 1204. 1131 


86 


228-233 


CUClj 


7.49.7.78(6H, tn). 7.89(lH. s), 7.99 
.8.22(6H. m). 8.82^1H. a) 


1764, 1716. 1507, 13 
91^ 1240. 1178 


87 


212-214 


CDCU 


7.6e.7,70(4H, m). 7.79.8.0l(6H. m 
), 8.03(IH, 8). 8.26(111. d, J=7.9H 
z), 8.26(1H, d. J=8.lHz). 8.45(lH. 
e) 


3389, 1753, 1711. 16 
85, 1G26. 1329, 1305 
, 1279. 1187 


88 


247.249 




7.35-7.47(lH, in). 7.69.7.88(8H, m 
). 7.92-8.26(4H. m), 8.69<1H, m). 
8.82(111 ra) 


1759, 1720, 1608, 15 
34. 1446, 1378, 1229 

USD 


89 


13S-1S6 


CDCla 


1.16-1.33(6H, m). 1,50-1.84(6H, m 
), 6.95(1H, d. J-9.4Hz). 7.62-7.72( 
2tl m), 7.74.8.08<4H, m), 8.76(lH 
.brs) 


1763, 1722. 1628. 13 
97. 1221. 1180 


90 


126-127 


CDCI3 


1 27.1.99(9H. m). 7.05(lH, d. J=^. 
7H2). 7.58-r76(2H, m). 7.86-8.M( 
4R m). 8.76aH. a) 


1768. 1717, 1624, 13 
89, 1233. U83 


95 


101-104 


CDCla 

CD50D 


4.56(2Ii ^. 6.64(1H, d. J=3.5 Hz) 
, 6.76(1H, d, J=3.5 Hz), 7.45-8.l5< 
7H, m). 8.58nH. 6^ 


3257, 8018. 1686, 16 
48, 1614, 1661. 1327 
. 1283 


96 




CDaOD 


2.87(2H. m). 3.n(2H, m), 3.97{2H 
. 8), CGOCH. d. J=3.5 Hz), 7.01(1 
H. d, J=3,5 Hz). 7.44.7.73(3H. ra), 
7.88-«.07(4H. m). 8.67(lH. s) 


3423, 3046. 1752; 16 
84, 1612, 1560, 1277 
, 1202. 1132 


97 


220-223 


CDjOD 


4.56(2H. s). 6.42(lH. brs). 6.68(1 
H. brs). 6.96.8.aO(l2H, m) 


3449. 1793. 1774, 17 
36, 1718, 1686, 1610 
, 1397 


98 


221-223 


CDCI3 
CDaOD 


4.50(2H, 8), 6.42(1H, d, J=3.5 Hz) 
. 6.70(1H. d, J=3.6 Hid, 7.47(lH, 
s), 7.B0-8.l0aH, m), 8.8D(1H. ^. 
9.11011. s) 


3447. 1736, 1701. 16 
55. 1615, 1569 



[0076] [^19] 





cc) 


»H-NMR ((5) 


IR(v«„cm-*, KBr) 


99 


190-193 


CDQa 
CD3OD 


4 60(2H, 6), 6.55(1H, d, J=3,6 Hz) 
, a80(lH. d. J=3.5 H-4). 7,25-8. 10( 
8H. m). 8.42(1H, e) 


3317. 3168. 1762. 16 

85. 1655, 1661, 1275 
1223 


100 


187-190 


CDCfa 
CDaOD 


4.55CaH. 8). 6.40.6.90C7H, m). 7.38 
.8.l0f?H. m). 8.40(1H. a) 


3118, 1736. 1687. 16 
14. 156& 1329. 1285 


101 




CDCI, 


4.67(2H. s). 6.63(1H. d, d=3.3 Ha) 
, 6.71(1H, d, J=3.3 Hi). 7.52(5H. 
s). 7.63-7.75(2H. m). 7.90-8.13(511. 
m). a7B(lH. fi) 


1763, 1711, 1612. 15 
81, 1499. 1887, 1231 
. 1177 


102 




DMSO. 
do 


4.67(2H, 8). 6.24(211. s). 7.44-8.4 1( 
12H. m) 


3423-3100. 1735, 17 
00. 1600. 1331. 124 
6^ 1180 


103 


21 9 '223 


DMSO- 
d« 


4.09(2H, brs). 4.43(2H, bra). 7.22- 
8.41(12H, m) 


3447, 1717, 1617. 15 
60, 1387, 1301, 1246 
1208 


104 


171-175 


DMSO- 
d< 


4.68C4H. a), 6.64(IH, d. J=3.6 Hz) 
7.22(1H. d, J=3.5 Hz), 7.64-7.68( 
'2H, m), 7.77(1H, m). 8.02-8. 14(3H 
, in), 8.20(1H, d. J^.l Hz), 8.88( 

1 HI H) 


3405, 2920. 1701, IG 
08, 1421, 1234 
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(28) B2000-95770 (P2000-9tH m 



(51) Int. CI. 7 m*m^ 

A6 1K 31/00 6 1 3 

643 

31/425 6 0 1 

602 

31/47 6 0 3 

31/505 6 0 1 

31/535 6 0 6 

C 0 7 D 277/36 
417/06 
417/12 
417/14 

mthma,mmm^m'p i n -r 

(72)^BM iijBa ^ 

J^£»;*cSrtj^?gHr2TS293-3 h- 
*^5m;*;SttJ3^?Slirr2Ti293- 3 



F I f-73-K (##) 

A6 1K 31/00 6 1 3G 

643D 
31/425 6 0 1 

602 

31/47 6 0 3 

31/505 6 0 1 

31/535 6 0 6 

C 0 7 D 277/36 
417/06 
417/12 
417/14 

(72)^B3# w mz. 
(72) isis 

*S5«:^STt!^fSBr2TS293-3 

rx^ 3 -tt^^ttms«w5sm 
(72)||BB# isea fiij- 

m:Sli5+ifeK^Ct§3TBlS2-^ h-r 

x^3-asii^ttrt 
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